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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID:sssptal202txn 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?) :2 
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PATDPAFULL - New display neias provide ror legal scatus 
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data from INPADOC 


NEWS 


4 


FEB 


28 


BABS - Current-awareness alerts (SDIs) available 


NEWS 




MAR 


02 


GBFULL: New ruli-text patent aataoase on bin 


NEWS 


6 


MAR 


03 


REGISTRY/ ZREGI STRY — Sequence annotations enhanced 


NEWS 


7 


MAR 


03 


MEDLINE file segment or TOXCENTER reloaded 


NEWS 


8 


MAR 


22 


KOREAPAT now updated monthly; patent information enhanced 


NEWS 


y 


MAR 


ZZ 


Original display tormat returns to KLbioiKi / ZiKEjIjidikx 


NEWS 


10 


MAR 


22 


PATDPASPC - New patent database available 


NEWS 


11 


MAR 


22 


REGISTRY/ ZREGI STRY ennanced witn experimental property tags 


NEWS 
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04 


EPrUlili ennanced witn additional patent inrormation ana new 










fields 
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NEWS 


14 


APR 


18 


New CAS Information Use Policies available online 


NEWS 


15 


APR 


25 


Patent searching, including current-awareness alerts (SDIs), 










based on application date in CA/CAplus and US PAT FULL/US PAT 2 










may be affected by a change in filing date for U.S. 










applications . 


NEWS 


16 


APR 


28 


Improved searching of U.S. Patent Classifications for 










U.S. patent records in CA/CAplus 


NEWS 


17 


MAY 


23 


GBFULL enhanced with patent drawing images 


NEWS 


18 


MAY 


23 


REGISTRY has been enhanced with source information from 










CHEMCATS 


NEWS 


19 


JUN 


06 


The Analysis Edition of STN Express with Discover! 










(Version 8.0 for Windows) now available 


NEWS 


20 


JUN 


13 


RUSSIAPAT: New full-text patent database on STN 


NEWS 


21 


JUN 


13 


FRFULL enhanced with patent drawing > images 


NEWS 


22 


JUN 


27 


MARPAT displays enhanced with expanded G-group definitions 










and text labels 


NEWS 


23 


JUL 


01 


MED I CON F removed from STN 


NEWS 


24 


JUL 


07 


STN Patent Forums to be held in July 2005 


NEWS 


25 


JUL 


13 


SCISEARCH reloaded 


NEWS 


26 


JUL 


20 


Powerful new interactive analysis and visualization software, 



STN AnaVist, now available 



NEWS EXPRESS JUNE 13 CURRENT WINDOWS VERSION IS V8.0, CURRENT 
MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 13 JUNE 2005 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS INTER General Internet Information 

NEWS LOGIN Welcome Banner and News Items 

NEWS PHONE Direct Dial and Telecommunication Network Access to STN 
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NEWS WWW 



CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus ** + ****** + ★**■*■ + 
FILE 1 HOME 1 ENTERED AT 09:05:39 ON 31 JUL 2005 
=> file reg 

COST IN U.S. DOLLARS SINCE FILE TOTAL 



FILE 'REGISTRY 1 ENTERED AT 09:06:26 ON 31 JUL 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 29 JUL 2005 HIGHEST RN 857722-60-2 
DICTIONARY FILE UPDATES: 29 JUL 2005 HIGHEST RN 857722-60-2 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 18, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches . 

******************★******** + ***************•*•★******************* + **** 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
******************************************************★*★★★* + *★■*•★ + + ** 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/registryss . html 



FULL ESTIMATED COST 



ENTRY 
0.21 



SESSION 
0.21 



=> 

Uploading C:\Program Files\Stnexp\Queries\10821906a . str 
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chain nodes : 
11 18 19 
ring nodes : 

1 2 3 4 5 6 7 8 9 10 12 13 14 15 16 17 

chain bonds : 

7-11 11-12 18-19 

ring bonds : 

1-2 1-6 2-3 2-7 3-4 3-10 4-5 5-6 7-8 8-9 9-10 12-13 12-17 13-14 14-15 

15-16 16-17 
exact/norm bonds : 
7-11 11-12 
exact bonds : 
18-19 

normalized bonds : 

1-2 1-6 2-3 2-7 3-4 3-10 4-5 5-6 7-8 8-9 9-10 12-13 12-17 13-14 14-15 

15-16 16-17 
isolated ring systems : 
containing 1 : 12 : 



Hydrogen count : 
9:= exact 1 
Match level : 

l:Atom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: Atom 
11: CLASS 12:Atom 13:Atom 14:Atom 15:Atom 16:Atom 17:Atom 18:CLASS 19:CLASS 
20: CLASS 



LI STRUCTURE UPLOADED 



=> d 11 

LI HAS NO ANSWERS 
LI STR 
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Structure attributes must be viewed using STN Express query preparation. 



=> s 11 sample 

SAMPLE SEARCH INITIATED 09:06:44 FILE 1 REGISTRY 1 
SAMPLE SCREEN SEARCH COMPLETED - 1044 TO ITERATE 



100.0% PROCESSED 1044 ITERATIONS 

SEARCH TIME: 00.00.01 



6 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE 
BATCH 

18942 TO 
6 TO 



** COMPLETE** 
* * COMPLETE* * 



22818 
266 



L2 



6 SEA SSS SAM LI 



=> s 11 full 

FULL SEARCH INITIATED 09:06:51 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 21508 TO ITERATE 



100.0% PROCESSED 21508 ITERATIONS 
SEARCH TIME: 00.00.01 



138 ANSWERS 



L3 



138 SEA SSS FUL LI 



=> file caplus 

COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
161.33 



TOTAL 
SESSION 
161.54 



FILE 1 CAPLUS* ENTERED AT 09:06:56 ON 31 JUL 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
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American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 31 Jul 2005 VOL 143 ISS 6 
FILE LAST UPDATED: 29 Jul 2005 (20050729/ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> s 13 

L4 18 L3 



=> d 14 1- ibib abs hitstr 

YOU HAVE REQUESTED DATA FROM 18 ANSWERS 



- CONTINUE? Y/ (N) :y 
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L4 ' ANSWER 1 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) : 
PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



2005:411065 CAPLUS 
142:441633 

Selective erbb2 inhlbitor/anti-erbb antibody 

corabi nations in the treatment of cancer 

Connell, Richard 0.J Denis, Louis J.t Jani, Jitesh P. 

Pfizer Inc. USA 

U.S. Pat. Appl. Publ., 46 pp. 

COD EN: USXXCO 

Patent 

English 

1 



KIND DATE 



APPLICATION NO. 



DATE 



US 2005101618 Al 

WO 2005044302 Al 

W: AE, AG, AL, AM, 

CN, CO, CR, CU, 

GE, GH, GM, 



HU, 



LK, LR, LS, LT, LU, 



MW. MZ, 
RU, TJ, 



NO, NZ, OH, PG, PH, 

TJ, TM, TN, TR, TT, 

RW: BW, GH, GM, KB, LS, 

AZ, BY, KG, KZ, MD, 

EE, ES, FI, FR, GB. GR. HU, 

SI, SK, TR, BF, BJ, CF, CG 

SN. TD, TG 
PRIORITY APPLN. INFO. : 

GI 



20050512 US 2004-982996 
20050519 WO 2004-IB3551 
AU, AZ, BA, BB, BG, BR, BW, 
DE, DK, DM, DZ 
ID, IL, IN, IS 
LV, MA, MD, MG 
PL, PT, RO, RU 
TZ, UA, UG, US 
NA, SD, 



EC, EE, EG, 

JP, KE, KG, 

MK, MN, MW, 

SC, SD, SE, 

UZ, VC, VN, 

SL, SZ, TZ, 

TM, AT, BE, BG, CH, 

IE, IT, LU. MC, NL, 

CI, CM, GA, GN. GO, 

US 20O3-517636P 
US 2004-549600P 



20041104 
20041027 
BY, BZ, CA, CH, 
ES, FI, GB, GD, 
KP, KR, KZ, LC, 
MX, KZ, NA, NI, 
SG, SK, SL, SY, 
YU, ZA, ZM, ZW 
UG, ZM, ZW, AM, 
CY, CZ, DE, DK, 
PL, PT, RO, SE, 
GW, ML, MR, NE, 

P 20031106 
P 20040303 




(Rll)p 



This invention relates to a method of treatment of cancer with a 
combination of an erbB2 ligand with formula I (where m - 0, 1, 2, 3i p - 
0,1,2,3,4; Rl - H, Cl-6 allcyl; R2 - H.C1-6 alkyi; R3 - 4 to 10 membered 
heterocyclic groups; R4 - alknyl, etc.j R5 - halo, OH, etc.; Rll - halo, 
cyano, etc.) and an antibody, in mammals. More particularly, this 
invention relates to a method of treating cancer by administering an erbB2 
ligand in combination with an erbB antibody. This invention also relates 
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to a kit useful in the treatment of abnormal cell growth in mammals, esp. 

humans. 

393430-30-0P, 3- [4 - [ 3-Methyl-4 - (pyridin-3- 

yloxy)phenylaraino]quinazolin-6-yl]prop-2-en-l-ol 383430-51-lP, 
[3-Methyl-4-(pyridin-3-yloxy) phenyl] [6- (3-morpholin-4- 
ylpropenyl)quinazolin-4-yl] amine 3B3430-52-2P 
3B3430-53-3P 3B3430-54-4P 383431 -33- 2P 
3B3431-34-3P 383432-00-6P 3B3432-26-6P 
3B3432-27-7P 3 B3 43 2-3 5- BP 383432-39-0P 
3B3432-63-1P 3B3432-64-2P 383432-65-3P 
383432-66-4P 3B3432-67-5P 3B3432-71-1P 

383432- 72-2P 3B3432-78-8P 383433-09-8? 

383 433- 10- IP 383433-12-3P 383433- 13-4 P 
383433-23-6P 383433-24-7P 383 433 -2 5-8 P 
3B3433-26-9P 3B3433-38-3P 383 433- 4 8-3 P 
3B3433-47-4P 383433- 48-5P 303433-49-6? 
3B3433-55-4P 383433- 56- 5P 3B3433-57-6P 
3B3433-59-8P 3B3433-61-2P 3B3433-62-3P 
383433-63-4P 383433-67-8P 383433-68-9P 
383433-82-7P 383433-84-9P 3 83 433 -8 5-0 P 
383433-86-1P 383433-87-2P 383433-B8-3P 
383433-B9-4P 383433-90-7P 383 433-9 1-8 P 

383433- 93-0P 383433-94- IP 383 433-95- 2 P 
3B3433-96-3P 383433-97- 4P 383 433- 9 8- 5 P 
3B3433-99-6P 3B3434-O0-2P 3B3434-11-5P 

383434- 12-6P 383434-13-7P 3B3434-14-8P 
3B3434-15-9P 383434-17-1P 383434-IB-2P 
383434- 19-3P 383434-20-6P 

RL: PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); USES (Uses) 

(selective erbb2 inhibitor /an ti-erbb antibody combinations in treatment 

of cancer) 
383430-50-0 CAPLUS 

2-Propen-l-ol, 3- [4- [{3-methyl-4- ( 3 -pyridinyloxy) phenyl) amino] -6- 
quinazolinyl] - (9CI) (CA INDEX NAME) 



HO-CH2-CH=CH 
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RN 383430-51-1 CAPLUS 

CN 4-Quinazolinamine, N- [3-methyl-4- (3 -pyridinyloxy) phenyl] -6- (3- (4- 
morpholinyl) -1-propenyl] - (9CI) (CA INDEX NAME) 




O 

5 



RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] ami no] -6-quinazolinyl] -2-pr ope nyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




CI 



RN 383430-53-3 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (raethoxymethyl) -N-[ (2E) -3-{4- [ [3-methyl-4- [ (6- 
methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, (25) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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Me 



RN 383430-54-4 CAPLUS 

CN Propanamide. 2-hydroxy-2-methyl-N- [ (2E) -3- [4-[ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 3B3431-33-2 CAPLUS 

CN 2-Propen-l-ol. 3-[4-[ [3-roethyl-4- (3-pyridinyloxy) phenyl] amino] -6- 
quinazolinyl)-, <2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Me 



RN 383431-34-3 CAPLUS 
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L4 ANSWER 1 07 IB CAPLUS COPYRIGHT 2005 ACS on STH (Continued) 
CN 4-Quinazolinamine, N-{3-methyl-4- (3-pyridinyloxy) phenyl] -6- [ (IE) -3- (4- 
morpholinyl)-l-propenylj- (9CI) (CA INDEX NAME) 

Double bond ge one try as shown. 




RN 383432-00-6 CAPLUS 

CN 2-Propen-l-ol, 3- [4- [ [3-chloro-4- ( 3- pyridinyloxy) phenyl] amino] -6- 
quinazolinyl]-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383432-26-6 CAPLUS 

CN 4-Quinazolinamine, 6- U1E) -3-amino-l-propenyl] -N- [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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Me 



RN 383432-27-7 CAPLUS 

CN 4-Quinazolinamine, 6- [ (IB) -3-amino-l-propenyl] -N- [3-chloro-4- [ (6-raethyl-3- 
pyridinyl) oxy] phenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 



RN 383432-36-8 CAPLUS 

CN Acetamide, N-[(2E)-3-[4-[[3-methyl-4-{ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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Me 



RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ <2E) -3- [4- [ [3-Jnethyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-63-1 CAPLUS 

CN Cyclopropanecarboxamide, N-[ (2E) -3-[4-[ [3-raethyl-4- t (6-methyl-3- 

pyridinyl) oxy] phenyl] ami no] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383432-64-2 CAPLUS 

CN Propanamide, N-[ (2E) -3- [4- [ [3-methyl-4-( (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383432-65-3 CAPLUS 

CN Acetamide, 2-ethoxy-N- [ (2E) -3- (4- [ [3-methyl-4-t (6-methyl-3- 

pyridinyUoxy) phenyl] amino) -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383432-66-4 CAPLUS 

CN Propanamide, 2-raethoxy-N-( (2E) -3-[4-[ [3-methyl-4-[ (6-raethyl-3- 

pyridinyDoxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 



Double bond geometry as shown. 
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RN 383432-67-5 CAPLUS 

CN Acetamide, 2-fluoro-N- [ (2E) -3-{4-( (3-methyl-4- [ (6-methyl-3- 

pyridinyljoxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9C1) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383432-72-2 CAPLUS 

CN Cyclopropanecarboxaraide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-71-1 CAPLUS 

CN Acetamide, N- [ (2E) -3- [ 4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] - 6-quinazolinyl] -2-propenyl] -2-f luoro- 19CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 



RN 383432-78-8 CAPLUS 

CN 2-Propen-l-ol, 3- [4-( [3-methyl-4- [ (6-methyl-3-pyridinyl) oiry)phenyl] amino] 
6-quinazolinyl]-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



L4 ANSWER 1 OF IB CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




Me 



RN 383433-09-8 CAPLUS 

CN Propanamide, N- [ (2E) -3-(4- [ {3-chloro-4-{ (6-methyl-3- 

pyridinyl) oxy) phenyl) amino] -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 
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RN 383433-12-3 CAPLUS 

CN Acetamide, N-( (2E)-3-{4-[(3-chloro-4-[ (6-methyl-3- 

pyridinyl) oxy) phenyl] amino) -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




Double bond geometry as shewn. 




RN 383433-10-1 CAPLUS 

CN Propanamide, N-[ (2E) -3- [4-[ (3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino} -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-13-4 CAPLUS 

CN Acetamide. N-[ <2E) -3-{4- [ (3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy]phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-ethoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 3B3433-23-6 CAPLUS 

CN Cyclopropanecarboxaraide, 1-hydroxy-N- [ (2E) -3- (4- [ (3-raethyl-4-[ (6-methyl-3- 
pyridinyl) oxy] phenyl) araino) -6-quinazolinyl] -2-propenyl)- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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L4 ANSVER 1 07 18 CAPLUS COPYRIGHT 200S ACS on STN (Continued) 




RN 393433-24-7 CAPLUS 

CN Propanamide, 2-hydroxy-N- [ (2E) -3- t4-( [3-methyl-4- [ <6-methyl-3- 

pyridinyUoxy] phenyl] amino} -6-quinazolinyl] -2-propenyl] -, (2S)- (9CI) (CA 
INDEX NAME) 

Absolut* stereochemistry. 
Double bond geometry as shown. 




RN 383433-25-8 CAPLUS 

CN Propanamide, 2-hydroxy-N- [ (2E) -3- (4- [ [3-n>ethyl-4- [ (6-methyl-3- 

pyridinyl)oxy] phenyl} amino) -6-quinazolinyl) -2-propenyl] -, (2R)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shovn. 
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RN 383433-26-9 CAPLUS 

CN Acetamide, 2-hydroxy-N- [ (2E) -3- [4- ( (3-methyl-4- [ (6-methyl-3- 

pyridinyDoxy] phenyl} amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shovn. 




RN 383433-38-3 CAPLUS 

CN Acetamide, N-[ <2E)-3-[4-[ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino] -6-quinazolinyl} -2-propenyl} -2-hydroxy- (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shewn. 
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RN 383433-46-3 CAPLUS 

CN Urea, N.N-diethyl-N' - [ (2E) -3- (4-( [3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl)- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shovn. 




RN 383433-47-4 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N-[(2E)-3-[4-[[ 3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



O 



V 




i 1 OF IB CAPLUS COPYRIGHT 2005 ACS on STN (Continue 
RN 383433-48-5 CAPLUS 

CN Urea, N-ethyl-N* -[ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl} -2-propenyl] - (9CI ) 
NAME) 

Double bond geometry as shown. 




RN 383433-49-6 CAPLUS 

CN 4-Morpholinecarboxamide, N- [ (2E) -3-{4-[ (3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino} -6-quinazolinyl] -2-propenyl) - (9CI ) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-55-4 CAPLUS 

CN Acetamide, N-[ (2E) -3- [4- [ [3-raethyl-4- { (6-methyl-3- 

pyridinyl) oxy} phenyl] amino] -6-quinazolinyl) -2-propenyl] -2- (methylthio) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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or" 





RN 3834 33-56-5 CAPLUS 

CN 2-Furancarboxamide, tetrahydro-N-{ (2E) -3-[4-[[3-raethyl-4-( (6-methyl-3- 
pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] -5-oxo-, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



RN 383433-59-8 CAPLUS 

CN Propanamide, N-( (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy-, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 





RN 3834 33-57-6 CAPLUS 

CN Methanesulfonamide, N-[ (2E) -3- [4-{ [3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383433-61-2 CAPLUS 

CN Cyclopropanecarboxamide, N-[ (2E)-3-[4-[ [3-chloro-4 - { (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl] -1-hydroxy- (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-62-3 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4-[ [3-chloro-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy-2-raethyl- 
(9CI) (CA INDEX NAME) 



L4 ANSWER 1 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 383433-67-B CAPLUS 

CN Propanamide, 3, 3, 3-trif luoro-2-hydroxy-N- [ (2E) -3- [4-[ [3-methyl-4-[ (6- 
methyl-3-pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] - (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shown. 




Me 



Double bond geometry as shown. 




Cl 



RN 383433-63-4 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl) -2-hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-68-9 CAPLUS 

CN Butanamide, 2-hydroxy-3-methyl-N- I(2E) -3- [4- [ [3-raethyl-4- [ (e-methyl-S- 
pyridinyl) oxy] phenyl) amino) -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-82-7 CAPLUS 

CN 2-Pyridinecarboxamide, N- [ (2E) -3- [4-[ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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He Me 



RN 383433-84-9 CAPLUS 

CN Acetamide, 2- (1-aethylethoxy) -N-{ (2E) -3-[4-{ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383433-86-1 CAPLUS 

CN Ethanesulfonamide, N- [ (2E) -3- [4- [ [3-oethyl-4-( (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383433-8S-0 CAPLUS 

CN Benzenesulfonamide, N- ( (2E) -3- [4-( [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383433-87-2 CAPLUS 

CN lH-Imidazole-4-carboxamide, N-[ <2E) -3-[4-[ [3-raethyl-4-[ (6-raethyl-3- 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-88-3 CAPLUS 

CN 5-Isoxazolecarboxamide, N-[ (2E) -3-(4-[ [3-methyl-4-[ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 



L4 ANSWER 1 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 383433-90-7 CAPLUS 

CN 4-Morpholinecarboxamide. N-[ (2E) -3- [4- [ [3-chloro-4- [ (6-nethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Double bond geometry as shown. 




RN 383433-89-4 CAPLUS 

CN 1-Pyrrolidine car box amide, N-[ (2E) -3- (4- [ [3-chloro-4- ( (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




CI 



RN 383433-91-8 CAPLUS 

CN Acetamide, N-[ (2E) -3- (4- ( (3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl] -2- (methylthio) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-93-0 CAPLUS 

CN 2-Furancarbaxamide, N- [ (2E) -3-(4- [ [3-chloro-4-( (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] tetrahydro-5-oxo-, 
(2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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(Continued) 





RN 383433-94-1 CAPLUS 

CN Acetamide, N- [ (2E) -3-{4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl} amino] -6-quinazolinyl] -2-propenyl] -2- 
( cyclop ropy lraethoxy) - (9C1) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 3834 33-96-3 CAFLUS 

CN Methanesulfonamide. N- [ (2E) -3-{4- [ [3-chloro-4-[ <6-methyl-3- 

pyridinyDoxy] phenyl] amino] -6-quinazolinyl) -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-95-2 CAFLUS 

CN Butanamide, N-[ (2E) -3- [4- ( [3-chloro-4- [ (6-methyl-3- 

pyridinyl)oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy-3-methyl- 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 



RN 383433-97-4 CAPLUS 

CN 1-Pyrrolidinecarbox amide, 2- (hydrojtyraethyl) -N- [ (2E) -3- [4-{ [3-methyl-4- [ (6- 
methyl-3-pyridinyl)oiry] phenyl) amino] -6-quinazolinyl] -2-propenyl] -, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



L4 ANSWER 1 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 383433-98-5 CAPLUS 

CN 1-Pyrrolidinecarbox amide, 2- (hydroxymethyl) -N-[ (2E) -3- [4- [ [3- me thy 1-4- [ (6- 
methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl} -2-propenyl] -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383433-99-6 CAPLUS 

CN Acetamide, 2- (cyclopropylmethoxy) -N- ( (2E) -3- [4- [ (3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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(Continued) 



RN 383434-00-2 CAPLUS 

CN Urea. N- (1-methylethyl) -N" -[ (2E) -3- [4- [ [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl} -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-11-5 CAPLUS 

CN 2-Azetidinecarboxamide, N- [ (2E) -3-[4- [ [3-raethyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl)-, (2S)- (9CI) 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383434-12-6 CAPLUS 

CN Cyclopropanecarboxamide, l-amino-N-[ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-13-7 CAPLUS 

CN Propananu.de, 2-amino-2-methyl-N-[ (2E) -3- [A- { [3-methyl-4-t (6-nethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-14-8 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N-[ (2E) -3-[4-[ [3-methyl-4- [ (6-methyl-3- 

pyridinyljoxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -5-oxo-, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



RN 383434-15-9 CAPLUS 

CN Propanamide, 2-amino-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl}-. (2R>- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383434-17-1 CAPLUS 

CN Propanamide, 2-amino-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]-, (2S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



L4 ANSWER 1 OF IB CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




Me 

RN 383434-18-2 CAPLUS 

CN S-Isoxazolecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 



Double bond geometry as shown. 




CI 



RN 383434-19-3 CAPLUS 

CN Urea, N* -[ (2E) -3- 14- [ [3-chloro-4- [ (6-methyl-3-pyridinyl) oxy] phenyl] amino) - 
6-quinazolinyl] -2-propenyl] -N,N-diethyl- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




L4 ANSWER 1 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN 2-Pyridinecarboxamide, N-[ (2E) -3- [4- [ [3-chloro-4-( (6-methyl-3- 

pyridinyl)oxyl phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 

NAME) 

Double bond geometry as shown. 




IT 383434-53-5P, [6- (3-Chloropropenyl) quinazolin-4-yl] [3-methyl-4- 
(pyridin-3-yloxy) phenyl] amine 383434-54-6P 

RL: PRP (Properties) ; RCT (Reactant) * SPN (Synthetic preparation)! PREP 
(Preparation) s RACT (Reactant or reagent) 

(selective erbb2 inhibitor/anti-erbb antibody combinations in treatment 
of cancer) 
RN 383434-53-5 CAPLUS 

CN 4-Quinazolinamine, 6- (3-chloro-l-propenyl) -N- [3-methyl-4- (3- 
pyridinyloxy) phenyl]- (9CI) (CA INDEX NAME) 




RN 383434-54-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ [3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] 
1,1-diraethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 383434-20-6 CAPLUS 



10/ 821,906 



L4 ANSWER 1 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




651047-81-9? 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(selective erbb2 inhibitor/anti-erbb antibody combinations in treatment 

of cancer) 
951047-81-9 CAPLUS 

Propanamide. 2- (acetyloxy) -2-methyl-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl] - (9C1) (CA INDEX 
NAME) 



AcO 0 
I il 

Me-C- C-NH-CH 2 - 
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The title compds. I [A group is bonded to at least one of the carbons at 
the 5, 6, 7 or 8 position of the bicyclic ring, and the ring is 
substituted by up to three independent R3 groups; X - N, CH, CF, C(CN); Rl 
- (un) substituted monocyclic or bicyclic aryl or heteroaryl; R2 - H, 
(un) substituted alkyl; R3 - H, halo, CN, N02; A - CH:NN(R8)C(:NR6)NR6R8, 
UnZ; n - 0-1; U - (un) substituted alkyl, alkenyl, alkynyl; Z - II, III; w, 
V and Y - CR7R8, CR8R9, O, NR6, S, SO, S02; R6, R8, R9 - H, CF3, alkyl, 
etc.; with provisos), useful as type I receptor tyrosine kinase inhibitors 
and for the treatment of hype rprolife rati ve diseases such as cancer, were 
prepared Thus, reacting 4- (3-methyl-4-phenoxyphenylamino)quinazoline-6- 
carboxaldehyde with hydrazinecarboximidamide in the presence of 1 drop of 
concentrate HC1 in MeOH afforded 68t IV. The compds. I have ICSO's from 

than 1 nM to 50 |iM in EGFR/ErbB2 assays. 
651S45-71-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of quinazoline analogs as type I receptor tyrosine kinase 
inhibitors for treating hyperproliferative diseases such as cancer) 
851545-71-6 CAPLUS 

Carbamic acid, [3- [4- [ [3-chloro-4-[ (3-f luorophenyl) methoxy] phenyl] amino) -6- 
quinazolinyl] -2-propenyl]-, 1, 1 -dime thy le thy 1 ester (9CI) (CA INDEX NAME) 



t- BuO- C- NH- CH2 - CH= CH 
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The invention discloses methods for treating overexpression of erbB2 in a 
mammal in need of treatment by administering a therapeutically effective 
amount of a first inhibitor of an erbB2 receptor and then, after an interval 
of less than 24 h, administering to the mammal 1-6 therapeutically 
effective amts. of the same or different inhibitor of the erbB2 receptor. 
The invention also discloses a slow daily infusion of the erbB2 inhibitor. 
The overexpression of the erbB2 receptor can result in abnormal cell 
growth and lead to cancer. By the methods of the invention, the efficacy 
and safety of the inhibitors is increased. The invention further 
discloses kits for facilitating the dose administration method of the 
invention. 
363432-67-5 

RL: PAC (Pharmacological activity); PKT (Pharmacokinetics); THU 
(Therapeutic use); BIOL (Biological study); USES (Uses) 

(erbB2 anticancer agent dosing schedule) 
383432-67-5 CAPLUS 

Acetamide , 2-f luoro-N- ( (2E) -3- ( 4- [ 1 3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 

NAME) 



Double bond geometry as shown. 
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IT 383430-52-2 363432-63-3 3 83 433 -X 2-3 
383433-57-6 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) t USES (Uses) 

(erbB2 anticancer agent dosing schedule) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3-[4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenylJ- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-65-3 CAPLUS 

CN Acetamide. 2-ethoxy-N-( (2E) -3-[4-[ [3-methyl-4- [ (6-methyl-3- 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-12-3 CAPLUS 

CN Acetamide, N- [ (2E) -3-{4- [ [3-chloro-4- [ <6-nethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-57-6 CAPLUS 

CN Methanesulfonamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a processes for preparing (phenylamino)quinazoline 
derivs. of formula I [wherein: X is (CH (alkyl) ] 1-3, (CH2)l-3, or 
[C(CH20H) (alkyl) ] 1-3, etc.; Rl, R4, and R5 are independently selected from 
H or alkyl; R2 is 1-5 substituents; R3 is 0-3 substituents selected from 
halogen, OH, alkyl, or CF3, etc.; R6 and R7 are independently selected 
from the group consisting of [C(H/alkyl/CH20H) (H/alkyl/CH20H) ] 1-3-O-alkyl 
and alkoxy, etc.}, useful as antitumor agents (no biol. data). For 
instance, [ (ami noquinazolinyl) allyl] acetamide derivative II [R8 - 

C(O)CH20Me] 

was prepared via aminoalkenylation of iodo( amino) qui nazoline derivative III 

by 

di-tert-Bu allylamine-N,N-dicarboxylate (example 3, 801 yield) and 
subsequent amidation of the obtained [ (ami noquinazolinyl) allyl] amine 
derivative II (R8 - H) by me thoxy acetyl chloride (example 6, 90-941 yield). 
IT 778599-39-6P 

RL: IMF (Industrial manufacture) ; RCT (Reactant); SPN (Synthetic 
preparation); PREP (Preparation); RACT (Reactant or reagent) 
(processes for preparation of antitumor 
[ (ami noquinazolinyl) allyl] acetamide 

derivs. from iodo( amino) qui nazoline derivative) 
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RN 778599-39-6 CAPLUS 

CN 4-Quinazolinamine, 6- (3-aaino-l-pcopenyl) -N-{3-methyl-4-{ (6-methyl-3- 
pyridinyl) oxy] phenyl]-, di hydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 



He 



IT 383430-52-2P 383432-38-07 383432-65-3P 
383433- 12-3P 383433-57-6? 537705-08- IP 

RL: IMF (Industrial manufacture)! SPN (Synthetic preparation) t PREP 
(Preparation) 

(processes for preparation of antitumor 
[ (aminoquinazolinyl) allyl] acetamide 

derivs. from iodo(amino)quinazoline derivative) 
RN 38 34 30-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino} -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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CN Acetamide, 2-methoxy-N- [ (2E) -3- [ 4-{ (3-raethyl-4-{ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl) -2-propenyl] - (9CI) (CA INDEX 

NAME) 

Double bond geometry as shown. 




RN 383432-65-3 CAPLUS 

CN Acetamide, 2-ethoxy-N-{ (2E) -3-[4-((3-methyl-4-[ (6-oethyl-3- 

pyridinyl) oxy] phenyl] amino} -6-quinazolinyl) -2-propenyl) - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 3B3433-12-3 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ (3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI ) 
(CA IN0EX NAME) 

Double bond geometry as shown. 



RN 383432-38-0 CAPLUS 
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RN 383433-57-6 CAPLUS 

CN Methanesulfonamide, N- { (2E) -3- [4- [ [3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 537705-08-1 CAPLUS 

CN Acetamide, 2-methoxy-N-{3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl)- (9CI) (CA INDEX 
NAME) 
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AB The invention relates to a preparation of complexes of quinazoline 
derivative of 

formula I. The invention also relates to pharmaceutical compns. containing 
the complexes of formula I. The invention further relates to methods of 
treating hyperprolif erative diseases, such as cancers, in mammals, 
especially 

humans by administering the above complexes and to methods of preparing the 
above complexes. Compound I vas prepared via Suzuki coupling of 
2-methoxyacetic acid propargylamide and quinazoline derivative II with a 

yield 

of 59%. 

IT 719270-48-1P 719270-49-2P 719270-50-5? 

RL: PAC (Pharmacological activity); PRP (Properties); SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ; USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective 

erbB2 

inhibitors) 
RN 719270-48-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy) phenyl] amino} -6-quinazolinyl] -2-propenyl] -, 
raonohydrochloride (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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(Continued) 




RN 719270-50-5 CAPLUS 

CN Acetamide, 2-methoxy-N- 1 (2E) -3- [4- ( [3-methyl-4-[ (6-methyl-3- 

py ridinyl) oxy} phenyl) amino} -6-quinazolinyl] -2-propenyl] -, phosphate (1:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 



Me 

• HC1 

RN 719270-49-2 CAPLUS 

CN Acetamide, 2-raethoxy-N-[ (2E) -3-[4-[ [3-methyl-4-[ (6-raethyl-3- 
py ridinyl) oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl] 
(2Z)-2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




Me 



CM 2 

CRN 110-16-7 
CMF C4 H4 04 

Double bond geometry as shewn. 

H02C^>| 

C0 2 H 




CM 2 

CRN 7664-38-2 
CMF H3 04 P 



O 




OH 



IT 383432-38-0P 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of quinazoline derivative complexes, useful as selective 

erbB2 

inhibitors) 
RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3-[4-{ [3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino} -6-quinazolinyl} -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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IT 71927O-47-0P 719270-51-6P 719270-52-7P 
719270-55-0P 719270-S8-3P 719270-61-6P 
7 19270-64- IP 7 19270-67-4 P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use)» BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of quinazoline derivative complexes, useful as selective 

erbB2 

inhibitors) 
RN 719270-47-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E)-3-[4-[ [3-methyl-4-[ (6-methyl-3- 
pyridinyl) oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl] -, 
dimethanesulfonate (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 75-75-2 
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CMF C H4 03 S 



O 
II 

HO- S- CH3 
II 
O 



RN 719270-51-6 CAPLUS 

CN 2-Butenedioic acid, 2-methyl-, (2Z)-, compd. with 2-methoxy-N- [ (2E> -3- [4- 
[ [3-methyl-4- [ (6-raethyl-3-pyridinyl) oxy] phenyl) amino] -6-quinazolinyl) -2- 
propenyl] acetamide (2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 498-23-7 
CMF C5 H6 04 

Double bond geometry as shown. 



H0 2 C^Y M ' 
C02H 



RN 719270-52-7 CAPLUS 

CN Acetamide. 2-methoxy-N- [ (2E) -3- [4-{ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] -, 
(2E)-2-butenedioate (1:1) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 




RN 719270-55-0 CAPLUS 

CN 1,2-Ethanedisulfonic acid, compd. with 2-methoxy-N- [ (2E) -3-(4- [ [3-methyl-4 
( (6-raethyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2- 
propenyl) acetamide (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 
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CM 2 

CRN 110-04-3 
CMF C2 H6 06 S2 



HO3S-CH2-CH2- SO3H 



RN 719270-58-3 CAPLUS 

CN Bicyclo[2.2.1]heptane-l-raethanesulfonic acid, 7, 7-dimethyl-2-oxo-. 

(1S,4R)-, compd. with 2-raethoxy-N-[ (2E) -3- [4-{ [3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] acetamide (1:1) 
(9C1) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




CM 2 

CRN 3144-16-9 
CMF C10 HI 6 04 S 

Absolute stereochemistry. Rotation (+) . 




R 



RN 719270-61-8 CAPLUS 

CN Acetamide, 2-methoxy-N-((2E) -3-[4-[ [3-methyl-4-[ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
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monobenzenesulfonate (9CI) (CA INDEX NAME) 




CM 2 

CRN 98-11-3 
CMF C6 H6 03 S 



O 




RN 719270-64-1 CAPLUS 

CN Ethanesulfonic acid, compd. with 2-methoxy-N- [ (2E) -3- [4-[ [3-methyl-4- [ (6- 
nethyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] acetamide 
(1:1) (9CI) (CA INDEX NAME) 

CM 1 



CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 



O 
II 

HO-S-CH2-CH3 
O 

RN 719270-67-4 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3-[4-[ (3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] -, dinitrate (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 
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CRN 7697-37-2 
CMF H N 03 



IT 3B3430-52-2P 383432-27-7* 383434-54-6F 

RL: RCT (Reactant) t SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of quinazoline derivative complexes, useful as selective 

erbB2 

inhibitors) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N-[ (2E) -3-[4-[ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl) - 
NAME) 

Double bond geometry as shown. 



(9CI) (CA INDEX 
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RN 383434-54-6 CAPLUS 

CN Carbaraic acid, [ (2E) -3-{4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - 
1, 1 -dime thy le thy 1 ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



t-BuO^ -N. 




REFERENCE COUNT: 



THERE ARE 4 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



RN 383432-27-7 CAPLUS 

CN 4-Quina2olinamine, 6-( (IE) -3-amino-l-propenyl) -N- [3-chloro-4-[ (6-methyl-3- 
pyridinyl) oxy] phenyl]- (9CI) (CA INDEX NAME) 



Double bond geometry as shown. 
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(Uses) 

(claimed j prepn. of anilinoquinazoline derivs. via microbial 
biotransformation) 
RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- ( (2E) -3-[4- [ [3-methyl-4-{ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino} -6-quinazolinyU -2-propenyl) - (9CI) 
NAME) 

Double bond geometry as shown. 




IT 713518-54-6P 713518-60-6P 713516-66-2P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of anilinoquinazoline derivs. via microbial 
biotransformation) 
RN 713518-54-8 CAPLUS 

CN Acetamide. N- [ (2E) -3- [4- [ [3- (hydroxyoethyl) -4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2 -me thoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to a preparation of 4 -anilinoquinazoline derivs. of 
formula I [wherein: Rl is H or alkyl; R2 is H, alkyl, alkoxy, or 
hydroxyalkyl; R3 is H, alkyl, hydroxyalkyl, and C02H, etc.; R4 is C02H, 
CH2NHC(0)CH20Me, or CH2NH2, etc.], useful for the treatment of abnormal 
cell growth. The invention also relates to methods of treating abnormal 
cell growth in mammals by administering the compds. of formula I. The 
prepared title compds. have IC50 values of < 10 jiM against erbB2 kinase. 
For instance, (hydroxymethyl) anilinoquinazoline derivative II (R5 - 

was 

prepared via microbial biotransformation of methylanilinoquinazoline 
derivative 

II (R5 -Me) using Streptomyces albulus (example 2). 
IT 3B3432-38-0P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 




RN 713518-60-6 CAPLUS 

CN Acetamide, N-[ (2E) -3- [4-[ [4- [ [6- (hydroxymethyl) -3-pyridinyl] oxy] -3- 
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roethylphenylj amino) -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 




RN 713518-66-2 CAPLUS 

CN 2-Propenoic acid, 3- [4- [ [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl]-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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Me 



IT 537705-08-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of anilinoquinazoline derivs. via microbial 
biotransformation) 
RN 537705-08-1 CAPLUS 

CN Acetamide, 2-methoxy-N- [3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 
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PRIORITY APPLN. INFO. : US 2001-340895P P 20011212 

WO 2002-IB4708 W 20021111 

AB The invention relates to succinate and malonate salts of 
(E) -2-methoxy-N- (3- (4- [3-methyl-4 - (6-methyl-pyridin-3- 

yloxy)phenylamino]quinazolin-6-yl)allyl) acetamide (I). More particularly, 
the present invention relates to pharmaceutical compns. containing 
sesqui-succinate and diraalonate salts of I. The invention further relates 
to methods of treating hype rprolife rati ve diseases, such as cancers, in 
mammals, especially humans by administering the above salts. A salt was 
prepared 

by the reaction of the quinazolinylallylacetamide derivative with malonic 
acid. 

IT 3S3430-52-2P 383432-Z7-7P 383432-38-0P 
383434-S4-6P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 
(preparation of 

me thoxy (methyl (methylpyridinyloxy) phenylamino)quinazolinylal 

lylacetamide salts) 
RN 383430-52-2 CAPLUS 
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RN 383434-54-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ (3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl] -, 
1,1 -dime thyle thy 1 ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 



IT 5436B1-31-8P 5436B1-32-9P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 
(preparation of 

methoxy (methyl(methylpyridinyloxy)phenylamino) quinazolinylal 

lylacetamide salts) 
RN 543681-31-8 CAPLUS 

CN Butanedioic acid, compd. with 2-methoxy-N- [ (2E)-3-[4-l(3-iaethyl-4-{ (6- 

methyl-3-pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] acetamide 
(3:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 
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CN Acetamide, N-[ (2E) -3- [4- [ [3-chloro-4- [ (6-nethyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl)- (9CI) (CA INDEX 

NAME) 

Double bond geometry as shown. 




CI 



RN 383432-27-7 CAPLUS 

CN 4-Quinazolinamine, 6-[ (IE) -3-araino-l-propenyl] -N-{3-chloro-4-[ <6-methyl-3- 
pyridinyl) oxy) phenyl)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Me 



RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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Me 



CM 2 

CRN 110-15-6 
CMF C4 H6 04 



HO2C- CH2- CH2- CO2H 



RN 543681-32-9 CAPLUS 

CN Propanedioic acid, compd. with 2-methoxy-N- [ (2E) -3- [4- [ t3-methyl T 4-[ (6- 
methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] acetamide 
(2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 383432-38-0 
CMF C27 H27 N5 03 

Double bond geometry as shown. 




Me 



CM 2 



CRN 141-82-2 
CMF C3 H4 04 
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I 



AB This invention relates to quinazoline derivs. that are useful in the 
treatment of abnormal cell growth, such as cancer, in mammals. For 
instance, 4-ethynylpiperidine-l-carboxylic acid tert-Bu ester is coupled 
to 4-chloro-6-iodoquinazoline (THF, i-Pr2NH, (Ph3P) 2PdC12, Cul) and the 
product reacted with 3-Methyl-4-{pyridin-3-yloxy]phenylamine 
(dichloroethane, t-BuOH, 90*) and finally treated with HC1 gas to 
give I. The invention further relates to small mols. that are selective 
for erbB2 receptor over the erbBl receptor, wherein said erbB2 inhibitor 
has a range of selectivities for erbB2 over erbBl between 50-1500. 

IT 383430-50-0P, 3- (4- [ { 3-Methyl-4 - (pyridin-3- 

yloxy] phenyl] amino] quinazolin-6-yl]prop-2-en-l-ol 

RL: PAC (Pharmacological activity)! RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(quinazoline derivs. for treatment of abnormal cell growth) 
RN 383430-50-0 CAPLUS 

CN 2-Propen-l-ol, 3-(4-[[3-methyl-4- ( 3 -pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] - (9CI) (CA INDEX NAME) 
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383430-53-3P 383430-54-4P, (E) -2-Hydroxy-N- [ 3- [4- [ [3- 
raethyl-4-[6-nethylpyridin-3-yloxy] phenyl] amino] quinazolin-6- 
yl]allyl]isobutyraraide 383432-38-0P 383432-63- IP, 

(E) -Cyclop ropanecarboxy lie acid N- [3-{4-[ [3-methyl-4- [6-methylpyridin-3- 
yloxy] phenyl] ami no] quinazolin-6-yl] allyl] amide 383432-72-2P, 

( E ) -Cyclop ropaneca rboiry Uc acid N - [ 3 - [ 4 - [ [ 3 - chlo r o- 4 - { 6-me t hy lpy ridi n- 3 - 
yloxy] phenyl) amino] quinazolin-6-yl) allyl] amide 383434-46-6P, 

(E) - [3- [4- ( [3-Methyl-4- [pyridin-3-yloiry] phenyl] amino] quinazolin-6- 
yl] allyl] carbamic acid methyl ester 383434-48-8P, , 

(E) -Cyclop ropanecarboxy lie acid N-[3-[4- [ [3-methyl-4- [pyridin-3- 
yloxy] phenyl] amino] quinazolin-6-yl] allyl) amide 544437-87-8P, 

(E)-S-Methylisoxazole-3-carboxylic acid N-[3-[4-[(3-methyl-4-[6- 

methylpyridin-3-yloxy]phenyl]amino)quinazolin-6-yl] allyl] amide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(quinazoline derivs. for treatment of abnormal cell growth) 
RN 383430-51-1 CAPLUS 

CN 4-Quinazolinamine, N- [3-raethyl-4- (3-pyridinyloxy) phenyl] -6- [3- (4- 
morpholinyl)-l-propenyl]- (9CI) (CA INDEX NAME) 




RN 383430-52-2 CAPLUS 

CN Acetamide, N-[ (2E) -3- (4- [ (3-chloro-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



IT 383430-51-1P, [3-Methyl-4- [pyridin-3-yloxy] phenyl] [6- {3-traorpholin- 
4-yl)propenyl]quinazolin-4-yl)amine 383430-52-2P 
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RN 383430-53-3 CAPLUS 

CN 1-Pyrrolidinecarboxaaide, 2- (methoxyoethyl) -N- ( (2E) -3- [4-[ t3-methyl-4- { (6- 
methyl-3-pyridinyl) oxy] phenyl) amino) -6-quinazolinyl] -2-propenyl) -, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




He 



RN 383430-S4-4 CAPLUS 

CN Propanamide, 2-hydroxy-2-methyl-N- [ (2E) -3-[4-{ [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl]- (9C1) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N-[ (2E) -3- [4- [ [3-methyl-4- U6-methyl-3- 

pyridinyl) oxy] phenyl) ami no] -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-63-1 CAPLUS 

CN Cyclopropane car box amide, N- [ (2E) -3- [4- [ [3-methyl-4-( (6-methyl-3- 

pyridinyl) oxy) phenyl] amino) -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383432-72-2 CAPLUS 

CN Cyclop ropanecarboxamide, N- [ (2E) -3- (4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-46-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4-[ {3-methyl-4- (3-pyridinyloxy) phenyl] amino] -6- 
quinazolinyl] -2-propenyl]-, methyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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CN Cyclop ropanecarboxamide, N- [ (2E) -3- [4- [ (3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-qutnazolinyl] -2-propenyl)- (9CI) (CA INDEX 

NAME) 

Double bond geometry as shown. 




RN 544437-87-8 CAPLUS 

CN 3-Isoxazolecarboxaraide, 5-methyl-N-[ (2E) -3- [4-{ [3-methyl-4- [ (6-raethyl-3- 
pyridinyl) oxy] phenyl) amino] -6-quinazolinyl J -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




IT 383432-26-6 

RL: RCT (Reactant) i RACT (Reactant or reagent) 

(quinazoline derivs. for treatment of abnormal cell growth) 
RN 383432-26-6 CAPLUS 

CN 4-Quinazolinamine, 6- [ (IE) -3-amino-l-propenyl) -N- (3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy) phenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 383434-48-8 CAPLUS 
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Me 



IT 3 B3 43 2 -27 -IP 383434-53-5P, [6- [3- 

Chloropropenyl)quina2olin-4-yl] {3-raethyl-4- [pyridin-3-yloxy] phenyl] amine 
3B3434-54-6P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); PACT 
(Reactant or reagent) 

(quinazoline derivs. for treatment of abnormal cell growth) 
RN 383432-27-7 CAPLUS 

CN 4-Quinazolinamine, 6- ( (IE) -3-amino-l-propenyl] -N- (3-chloro-4- [ (6-nethyl-3- 
pyridinyl) oxy} phenyl)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 



RN 383434-53-5 CAPLUS 

CN 4-Quinazolinamine, 6- (3-chloro-l-propenyl) -N- [3-raethyl-4- (3- 
pyridinyloxy) phenyl] - (9CI) (CA INDEX NAME) 




RN 383434-54-6 CAPLUS 

CN Carbamic acid. [ (2E) -3-(4-( [3-chloro-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 
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20040914 




BR 


2002- 


•14606 




20021003 


JP 


2005515986 




T2 




20050602 




JP 


2003- 
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20021003 


US 


2003144506 




Al 
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PRIORITY APPLN. 


INFO. : 
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2001- 
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wo 


2002- 


•IB4097 




W 20021003 



OTHER SOURCE(S): MARPAT 139:22223 

GI 
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AB Arylaminoquinazolines I [Rl - H, alkyl; R2 - halo, CN, N02, F3CO, F3C, N3. 
(un) substituted OH, NH2, alkyl, alkenyl, alkynyl, acyl; R3 - heterocyclyl, 
heterocyclylalkyl; R4 - (un) substituted alkynyl, alkenyl; R5 - halo, 
(un) substituted OH NH2, alkyl, CONH2, S02NH2; n - 0-3; n - 0-4] were 
prepared for use in treating abnormal cell growth in mammals (no data). 
Thus, 4-chloco-6-iodoquinazoline was treated with 3- (4-araino-2- 
methylphenoxy) -6-raethylpyridine to give the aminoquinazoline II [R6 - I] 
which was treated with MeOCH2CONHCH2C. tplbond.CH under Suzuki coupling 
conditions to give II [R6 - MeOCH2CONHCH2CH:CH] . 

IT 383430-32-2P 383432-3B-0P 383432-65-3P 
383433-12-3P 383433-57-6P 537705-08-1P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(pcocesses for the preparation of substituted arylaminoquinazolines for 

the 

treatment of abnormal cell growth) 
RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3-{4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 



Double bond geometry as shown. 
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CI 



RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N-{ (2E) -3-[4-( [3-nethyl-4- [ (6-oethyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl) - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-65-3 CAPLUS 

CN Acetamide, 2-ethoxy-N-[ (2E)-3-[4-(l3-nethyl-4-t (6-methyl-3- 

pyridinyDoxy] phenyl] amino) -6-quinazolinyl) -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-12-3 CAPLUS 

CN Acetamide, N-[ (2E) -3-[4-[ [3-chloro-4-( (6-methyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl) -2-propenyl] -2-methoxy- (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shown. 




CI 



RN 383433-57-6 CAPLUS 

CN Methanesulfonamide, N-( (2E) -3- [4-[[3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 537705-08-1 CAPLUS 

CN Acetamide, 2-nethoxy-N-(3- [4- [ t 3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino) -6-quinazolinyl J -2-propenyl] - (9CI) (CA INDEX 



MeO- CH2-C- NH-CH2-' 
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ACCESSION NUMBER: 2003:189366 CAPLUS 

139:62609 

Discovery and Biological Evaluation of Potent Dual 
ErbB-2/EGFR Tyrosine Kinase Inhibitors: 
6-Thiazolylquinazolines 

Gaul, Micheal D.; Guo, Yui Affleck, Karen; Cockerill, 
G. Stuart; Gilmer, Tona M. t Griffin, Robert J.i 
Guntrip, Stephen; Keith, Barry R.; Knight, Wilson B. ; 
Mullin, Robert J.; Murray, Doris M . ; Rusnatc, David W. ; 
Smith, Kathryn; Tadepalli, Sarva; Wood, Edgar R.; 
Lackey, Karen 

GlaxoSmithKline, Research Triangle Park, NC, 27709, 
USA 

Bioorganic £ Medicinal Chemistry Letters (2003), 
13(4), 637-640 

CODEN: BMCLE8 ; ISSN: 0960- 8 94X 
Elsevier Science Ltd. 
Journal 
English 

CAS REACT 139:62609 

We have identified a novel class of 6-thiazolylquinazolines as potent and 
selective inhibitors of both ErbB-2 and EGFR tyrosine kinase activity, 
with IC50 values in the nanomolar range. These compds. inhibited the 
growth of both EGFR (HN5) and ErbB-2 (BT474) over-expressing human tumor 
cell lines in vitro. Using xenograft models of the same cell lines, we 
found that the compds. given orally inhibited in vivo tumor growth 
significantly compared with control animals. 
IT 320337-22-29 320337-23-3P 639747-32-7P 
6597 47-33-8 P 659747-47-4P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of 6-thiazolylquinazolines as dual ErbB-2/EGFR tyrosine 

kinase 

inhibitors for use in cancer treatment) 
RN 320337-22-2 CAPLUS 

CN 4-Quinazolinamine, N-(3-chloro-4-[ (3-fluorophenyl) methoxy] phenyl] -6- (1- 
ethoxyethenyl)- (9CI) (CA INDEX NAME) 
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CORPORATE SOURCE: 
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PUBLISHER: 
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RN 320337-23-3 CAPLUS 

CN 4-Quinazolinamine, N-(3-chloro-4- (phenylmethoxy) phenyl] -6- (1- 
ethoxyethenyl)- (9CI) (CA INDEX NAME) 




Ph-CH2-0 



RN 659747-32-7 CAPLUS 

CN 4-Quinazolinaraine, N- (3-chloro-4-f luorophenyl) -6- (1-ethoxyethenyl) - (9CI) 
(CA INDEX NAME) 




F 



RN 659747-33-B CAPLUS 

CN 4-Quinazolinamine, 6- (1-ethoxyethenyl) -N- [4- (phenylmethoxy) phenyl] - (9CI) 
(CA INDEX NAME) 




Ph-CH2~0 
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RN 659747-47-4 CAPLUS 

CN 4-Quinazolinamine, 6- (1-ethoxyethenyl) -N- [4- f [ 3- 

(trifluorooethyl) phenyl] raethoxy] phenyl]- (9CI) (CA INDEX NAME) 
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2002:658094 CAPLUS 
137:185509 

Preparation of 4-phenylaminoquinazoline derivatives as 

inhibitors of tyrosine-specific protein kinase 

Kitano, Yasunori; Kawahara, Eiji; Suzuki, Tsuyoshi; 

Abe, Dalsuke; Nakajou, Masahiro; Ueda, Naoko 

Mitsubishi Pharma Corporation, Japan 

PCT Int. Appl., 154 pp. 

CODEN: PIXXD2 

Patent 
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JP 2001-353525 




A 20011119 
















VO 2002-JP1575 




W 20020221 



OTHER SOURCE(S) : 



MARPAT 137:185509 



STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

vB Compds. represented by the following general formula (I) or 

pharmaceutical^ acceptable salts thereof, hydrates or solvates of the 
same or mixta, of optically active isomers, racemic compds. or 
diastereomers of the same [n - an integer of 0-3; Rl - H, halo, HO, cyano, 
N02, CF3, Cl-5 alkyl, Cl-5 alkoxy, S(0)f-Cl-5 alkyl (wherein f - an 
integer of 0-2), (un) substituted NH2; one of R2 and R2 is R27S02NH, 
(R28S02)2N, Cl-5 alkoxy, MeCOCH2CONH, MeSCH2CH20C0NH, or NCCH2C0NH, etc. 
(wherein R27, R28 - optionally raorpholino-substituted Cl-5 alkyl) and the 
other one represents Y(CR12R13)nCR8R9C.tplbond.C, Y(CR12R13) mCR8R9CH:CH, 
Q, Ql (wherein R8, R9 - H, optionally HO- or Cl-5 alkoxy substituted Cl-5 
alkyl, or CR8 R9 together represent CO or C3-8 cycloalkylene optionally 
interrupted by 0, S, NH, or alkyl-N; Y - H,HO, Cl-5 alkoxy, Cl-5 
alkanoyloxy, etc.; Rll, R12 - H, Cl-5 alkyl* m - an integer of 0-3; p, q - 
2,3; Z - O, S, SO, S02, CO, optionally substituted NH; pi, p2 - an integer 
of 1-3; nl - 0,1; V - H,HO, Cl-5 alkoxy, Cl-5 alkanoyloxy, C02H, cyano, 
di-Cl-5 alkyamino, morpholino, etc.)] are prepared These compds. have an 
excellent protein kinase inhibitory activity specific to tyrosine and. 



11 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
therefore, are usable as drugs, in particular, remedies/preventives for 
various cancers, diseases caused by arteriosclerosis or psoriasis. Thus, 
l-(l,l-diraethyl-2-propynyl)-4-methylpiperazine was treated with 
4,4,5,5-tetramethyl-l,3,2-dioxaborane in the presence of PhCl(PPh3)3 in 
THF/CH2C12 at room temp, and coupled with 4- (3-chloro-4-f luorophenylamino) - 
6-methoxy-7-quinazolinyl triflate (prepn. given) in the presence of 
PdC12(dppf) .CH2C12 [dppf - 1, 1' -bis (diphenylphosphi no) ferrocene] in a 
mixt. of DMF and 2 m aq. Na2C03 80* for 1 h to give the title 
compd. (II). II.HC1 showed IC50 of 0.82 nM against EGF receptor tyrosine 
kinase. 

IT 431493-29-1P 431493-30-4P 451493-46-2P 
451493-S6-4P 451494-98-7P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of phenylaminoquinazoline derivs. as inhibitors of 
tyrosine-specific protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
RN 451493-29-1 CAPLUS 

CN 2-Propenamide, N-[4-{ (3-chloro-4-f luorophenyl) amino] -7- [ (1Z) -3-methyl-3- (4- 
methyl-l-piperazinyl)-l-butenyl]-6-quinazolinyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 451493-30-4 CAPLUS 

CN 2-Propenamide, N-[4-[ (3-chloro-4-f luorophenyl) amino] -7- [ (IE) -4- (4-methyl-l- 
piperazinyl)-l-butenyl)-6-quinazolinylJ- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



10/ 821,906 



L4 ANSWER 11 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 451493-46-2 CAPLUS 

CN 4-Quinazolinamine, N- (3-chloro-4-f luorophenyl) -7-methoxy-6- [ (IE) ^-methyl- 
s' (4 -methyl-l-piperazinyl) -1-butenyl] - (9CI) (CA INDEX NAME) 

Double bond geometry as shewn. 




RN 451493-56-4 CAPLUS 

CN Methanesulfonamide, N- [4- [ ( 3-chloro- 4 -f luorophenyl) amino] -7-[ (1Z) ^-methyl- 
s' (4-methyl-l-piperazinyl) -1-butenyl} -6-quinazolinyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 451494-98-7 CAPLUS 

CN 4-Quinazolinamine, N- (3-chloro-4-f luorophenyl) -7-methoxy-6- ( (IE) -3-methyl- 
3- (4-raethyl-l-piperazinyl) -1-butenyl] -, monohydrochloride (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




• HC1 



IT 45J.494-81-8P 451494-B2-9P 

RL: RCT (Reactant) j SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of phenyl ami noquinazoline derivs. as inhibitors of 
tyrosine-specific protein kinase for preparation and/or treatment of 
cancers, diseases caused by arteriosclerosis, or psoriasis) 
RN 451494-81-8 CAPLUS 

CN 4, 6-Quinazolinediaraine, N4- (3-chloro-4-f luorophenyl) -7- [ (1Z) -3-methyl-3- (4- 
methyl-l-piperazinyl) -1-butenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 451494-82-9 CAPLUS 

CN 4 , 6-Quinazolinediamine, N4- ( 3-chloro-4-f luorophenyl) -7- [ (IE) -4- (4-methyl-l- 
piperazinyl) -1-butenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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PATENT ASSIGNEE(S): Glaxo Group Limited, UX 

SOURCE: PCT Int. Appl., 57 pp. 
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DOCUMENT TYPE: Patent 
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PRIORITY APPLN. INFO.: US 2001-262402P P 20010116 
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OTHER SOURCE(S): MARPAT 137:119644 

AB A method of treating cancer is described vhich includes administration of 
a 4-quinazolineamine (preparation included) and at least one other 
antineoplastic agent. Also described is a pharmaceutical combination 
including the 4-quinazolineamines. 

IT 320337-22-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation and reaction; quinazolinearaine derivative combination with 

other 

antineoplastic agent for cancer treatment, and compound preparation) 
RN 320337-22-2 CAPLUS 

CN 4-Quinazolinamine, N- [ 3-chloro- 4- [ (3-f luorophenyl) raethoxy] phenyl] -6- (1- 
ethoxyethenyl) - (9CI) (CA INDEX NAME) 
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AB 



IT 




-a,. -OCO 



The title compds. [I; m - 0*3; p - 0-4; Rl, R2 - H, allcyl; R3 - 
(CRlR2)t(4-10 membered heterocycle) ; t - 0-5; R4 - piperidin-4-ylethynyl, 
3-(raorpholin-4-yl)propenyl, 3-substituted-prop-l-ynyl, etc.; R5 - halo, 
OH, allcyl, etc.; Rll - halo, CN, N02, etc.} and their pharmaceutical^ 
acceptable salts, useful for treating abnormal cell growth in mammals, 
were prepared Thus, alkylating 4-ethynylpiperidine-l-carboxylic acid 
tert-Bu ester with 4-chloro-6-iodoquinazoline followed by reacting the 
resulting 4- (4-chloroquinazolin-6-ylethynyl) -piperidine-l-carboxylic acid 
tert Bu ester with 3-methyl-4- (pyridin-3-yloxy) -phenylamine afforded II. 
The exemplified compds. I have IC50 of < 10 mM against erbB2 kinase. 
383430-50-0P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL" (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of substituted 4-quinazolinamines for the treatment of 

abnormal 

cell growth) 
RN 383430-50-0 CAPLUS 

CN 2-Propen-l-ol, 3- [4- [ [3-methyl-4- (3-pyridiny laxy) phenyl] amino) -6- 
quinazolinyl]- (9CI) (CA INDEX NAME) 
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H=CH J 




IT 383430-51-1P 383430-52-2P 383430-S3-3P 
383430-54-4P 383431-33-2P 38343 1-3 4-3P 
383432-00-6P 383432-26-6P 3B3432-27-7P 
3B3432-36-8P 383432-38-0P 383432-63-1P 
3B3432-C4-2P 383432-65-3P 383432-66-4P 
383432-67-5P 3B3432-71-1P 383432-72-2P 

383432- 78-BP 383433-09-8P 383433- 10- IP 

383433- 1 2-3 P 383433- 13-4P 383433-23-6P 
383433-24-7P 383433-25-8P 383433-26-9P 
3 83 433 -3 8-3 P 383 433-46-3 P 383433-47-4P 
3B3433-48-SP 383433-49-6P 383433-55-4P 
3B3433-5S-5P 383433-57-6P 3B3433-59-8P 
3B3433-61-2P 3B3433-62-3P 383433-63-4P 
3B3433-67-BP 383433-6B-9P 383433-82-7P 
383433-84-9P 3B3433-85-0P 383433-86-1P 
383433-87-2P 383433-88-3P 383433-89-4P 
383433-90-7P 383433-91-8P 383433-93-0P 

383433- 94-1P 383433-9S-2P 3B3433-96-3P 
3B3433-97-4P 383433-98-5P 3B3433-99-6P 
3B3434-00-2P 383434-11-5P 383434-12-6P 
3B3434-13-7P 383434-14-BP 383434-13-9P 

383434- 17-1P 383434-18-2P 383434-19-3P 
383434-20-6P 3B3434-23-9P 383434-24-0P 
383434-25-1P 363434-30-8P 383434-31-9P 
383434-32-0P 383434-36-4P 3B3434-44-4P 
3B3434-45-5P 383434-46-6P 383434-47-7P 
3B3434-48-8P 383434-49-9P 3B3434-50-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of substituted 4-quinazolinamines for the treatment of 

abnormal 

cell growth) 
RN 3B3430-S1-1 CAPLUS 

CN 4-Quinazolinamine, N- [3-methyl-4- (3-pyridinylojry) phenyl) -6- (3- (4- 
morpholinyl)-l-propenyl)- (9CI) (CA INDEX NAME) 
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RN 383430-52-2 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4- [ (3-chloro-4- [ (6-nethyl-3- 

pyridiny l)oxy] phenyl] ami no) -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




CI 



RN 383430-53-3 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (methoxyraethyl) -N-l (2E) -3- [4- [ [3-methyl-4-[(6- 
raethyl-3-pyridinyl) oxy] phenyl} amino] -6-quinazolinyl] -2-propenyl} (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383430-54-4 CAPLUS 

CN Propanamide, 2-hydroKy-2-methyl-N- [ (2E) -3-{4- [ [3-raethyl-4- [ (6-raethyl-3- 

pyridinyl) oxy} phenyl] amino} -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383431-33-2 CAPLUS 

CN 2-Propen-l-ol, 3- [4- [ [3-oethyl-4- (3-pyridinylojry) phenyl] amino] -6- 
quinazolinyl]-, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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Me 



RN 383431-34-3 CAPLUS 

CN 4-Quinazolinamine, N- [3-methyl-4- ( 3-pyridinyloxy) phenyl] -6- ( (IE) -3- (4- 
morpholinyl)-l-propenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Me 



RN 383432-00-6 CAPLUS 

CN 2-Propen-l-ol, 3-[4-[ [3-chloro-4- (3-pyridinyloxy) phenyl) amino] -6- 
quinazolinyl]-, (2E) - (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 
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pyridiny ljoxy] phenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Me 



RN 383432-27-7 CAPLUS 

CN 4-Quinazolinamine, 6-[ (IE) -3-amino-l-propenyl] -N- [3-chloro-4- ( (6-methyl-3- 
pyridinyl) oxy] phenyl ]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




CI 



RN 383432-36-8 CAPLUS 

CN Acetamide, N- [ (2E) -3-(4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383432-26-6 CAPLUS 

CN 4-Quinazolinamine, 6-( (IE) -3-amino-l-propenyl] -N- [ 3-methyl-4- [ (6-raethyl-3- 
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He 



RN 383432-38-0 CAPLUS 

CN Acetamide, 2-methoxy-N-( (2E) -3- (4- [ [3-methyl-4- { (6-raethyl-3- 

pyridinyl)oxy] phenyl] amino] -6-quinazolinyl) -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-64-2 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl)oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-63-1 CAPLUS 

CN Cyclopropanecarboxamide, N-{ (2E) -3-{4-( [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl) amino] -6-quinazolinyl) -2-propenyl}- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383432-65-3 CAPLUS 

CN Acetamide, 2-ethoxy-N-{ <2E>-3-[4-{ [3-methyl-4-( <6-methyl-3- 

pyridinyl)oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383432-66-4 CAPLUS 

CN Propanamide, 2-methoxy-N- t (2E) -3- [4-{ [3-methyl-4-[ (6-raethyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA index 
NAME) 
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RN 383432-71-1 CAPLUS 

CN Acetamide, N-[ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] -2-f luoro- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




CI 



Double bond geometry as shown. 




RN 383432-67-5 CAPLUS 

CN Acetamide, 2-fluoro-N-[ (2E) -3-[4-{ [3-methyl-4-[ (e-methyl-S- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-72-2 CAPLUS 

CN Cyclopropanecarboxamide, N-[ (2E) -3- (4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy) phenyl) ami no] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383432-78-8 CAPLUS 

CN 2-Propen-l-ol, 3-[4-( [3-methyl-4-[ (6-methyl-3-pyridinyl) oxy) phenyl] amino] - 
6-quinazolinyl]-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



10/ 821,906 



L4 ANSWER 13 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




Me 



AN 383433-09-8 CAPLUS 

CN Propanamide, N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl)oxy]phenylJ amino) -6-quinazolinyl] -2-propenyl] - (9C1) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-10-1 CAPLUS 

CN Propanamide, N-{ (2E)-3-[4-[ [3-chloro-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-methoxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-12-3 CAPLUS 

CN Acetamide, N-{ (2E>-3-[4-[ (3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino} -6-quinazolinyl] -2-propenyl) -2-raethoxy- (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-13-4 CAPLUS 

CN Acetamide, N-( (2E) -3-[4-[ [3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] -2-ethoxy- (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-23-6 CAPLUS 

CN Cyclop ropanecarboxamide, 1-hydroxy-N- [ (2E) -3- [4- [ [3-methyl-4-[ (6-methyl-3- 
pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl)- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-25-8 CAPLUS 

CN Propanamide, 2-hydroxy-N-[ (2E)-3-(4-[ [3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]-, (2R)- (9CI) {CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 





RN 383433-24-7 CAPLUS 

CN Propanamide, 2-hydroxy-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl]-, (2S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383433-26-9 CAPLUS 

CN Acetamide, 2-hydroxy-N-[ (2E) -3- [4- [ (3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-38-3 CAPLUS 

CN Acetamide, N- [ (2E) -3-{4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy- (9CI ) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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or" 





RN 383433-46-3 CAPLUS 

CN Urea, N.N-diethyl-N' - [ (2E> -3- [4- [ (3-nethyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383433-48-5 CAPLUS 

CN Urea, N-ethyl-N* - [ (2E) -3- [4-{ [3-methyl-4-f (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383433-47-4 CAPLUS 

CN l-pyrrolidinecarboxamide, N-{ (2E) -3-[4- [ [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl)- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383433-49-6 CAPLUS 

CN 4-Morpholinecarboxaraide, N- ( (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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Me 



RN 383433-55-4 CAPLUS 

CN Acetaraide, N- [ (2E) -3- [4- [ {3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- (methylthio) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




Me 



RN 383433-56-5 CAPLUS 

CN 2-Furancarboxamide, tetrahydro-N- [ (2E) -3- ( 4- [ [3-methyl-4- { (6-methyl-3- 
pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -5-oxo-, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 383433-57-6 CAPLUS 

CN Methanesulfonamide, N- ( (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383433-59-8 CAPLUS 

CN Propanaraide, N- [ (2E) -3- {4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy-, (2S) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




CI 



RN 383433-61-2 CAPLUS 

CN Cyclopropanecarboxamide, N- [ (2E) -3- [4- [ (3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -1-hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 
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CI 



RN 383433-62-3 CAPLUS 

CN Propanamide, N- [ (2E) -3- (4- [ (3-chloro-4- [ (6-nethyl-3- 

pyridinyl) oxyj phenyl] amino] -6-quinazolinyl J -2-propenyl] -2-hydroxy-2-methyl- 
<9CI> (CA INDEX NAME) 

Double bond geometry as shown. 




CI 



RN 383433-63-4 CAPLUS 

CN Propanamide, N-[ (2E) -3- [4- [ [3-chloro-4-( <6-methyl-3- 

pyridinyDoxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- hydroxy- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-67-8 CAPLUS 

CN Propanamide, 3,3, 3-trif luoro-2-hydroxy-N- ( (2E) -3- (4- [ [3-methyl-4- [ <6- 
methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 3B3433-6B-9 CAPLUS 

CN Butanamide, 2-hydroxy-3-methyl-N- [ (2E) -3- [4-( [ 3-methyl-4-{ (6-methyl-3- 

pyridinyl) oxy] phenyl] ami no] -6-quinazolinyl] -2-propenyl}- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-82-7 CAPLUS 

CN 2-Pyridinecarboxamide, N-[(2E) -3- [4- [ [3-raethyl-4-[ (6-methyl-3- 

pyridinyljoxy] phenyl) amino] -6-quinazolinyl) -2-propenyl}- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-84-9 CAPLUS 

CN Acetamide. 2- (1-nethylethoxy) -N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-methyl-3- 

pyridinyDoxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



or" 
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RN 383433-85-0 CAPLUS 

CN Benzenesulfonamide, N-[ (2E) -3-[4-[ [3-methyl-4- [ (6-methyl-3- 

pyridinyDoxy] phenyl] amino] -6-quinazolinyl) -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-86-1 CAPLUS 

CN Ethanesulfonami.de, N- [ (2E) -3-{4- { [3-raethyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl} -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-87-2 CAPLUS 

CN lH-Imidazole-4-carboxamide, N-[ (2E) -3- [4- I [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] ami no) -6-quinazolinyl) -2-propenyl)- (9CI) (CA INDEX 
NAME) 

Double bond geonetry as shown. 



v.. 
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RN 383433-88-3 CAPLUS 

CN 5-Isoxazolecarboxamide. N- [ (2E)-3-(4- [ [3-methyl-4-[ (©-methyl-S- 
py ridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-89-4 CAPLUS 

CN l-Pyrrolidinecarbo»amide, N-[ (2E) -3- [4-[ [3-chloro-4- [ <6-methyl-3- 

pyridinyUoxy] phenyl] amino] -6-quinazolinyll -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383433-90-7 CAPLUS 

CN 4-Horpholinecarboxamide, N- [ (2E) -3- [4- [ [3-chloro-4-{ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shewn. 




CI 



RN 383433-91-8 CAPLUS 

CN Acetamide. N- [ (2E) -3- [4- [ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy) phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- (methylthio) - 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-93-0 CAPLUS 

CN 2-Furancarboxamide, N-[ (2E) -3- [4- [ (3-chloro-4-( (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] tetrahydro-5-oxo-, 
(2R)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383433-94-1 CAPLUS 

CN Acetamide, N- [ (2E) -3- [4-[ {3-chloro-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2- 
(cyclopropylmethoxy)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383433-95-2 CAPLUS 

CN Butanamide, N-( (2E) -3- [4-( (3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -2-hydroxy-3-methyl- 
(9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 383433-96-3 CAPLUS 

CN Methanesulfonamide. N-[ (2E) -3- [4- [ [3-chloro-4- t (6-methyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383433-97-4 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (hydroxymethyl) -N- [ (2E) -3- [4-[ [3-methyl-4- [ (6- 
methyl-3-pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 



10/ 821,906 



L4 ANSWER 13 OF IB CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




Me 



RN 383433-98-5 CAPLUS 

CN 1-Pyrrolidinecarboxamide, 2- (hydroxyraethyl) -N- [ (2E) -3- [4- [ [3-methyl-4-( (6- 
methyl-3-pyridinyl)oxy) phenyl) amino] -6-quinazolinyl] -2-propenyl] -, (2S)- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383433-99-6 CAPLUS 

CN Acetamide, 2- (cyclop ropy lraethoxy) -N-[ (2E) -3-J4- [ (3-methyl-4-{ (6-methyl-3- 
pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl)- (9C1) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-00-2 CAPLUS 

CN Urea, N- <l-raethylethyl) -N* - [ (2E) -3-{4- [ {3-raethyl-4-( (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




Me 



RN 383434-11-5 CAPLUS 

CN 2-Azetidinecarboxamide, N-[ (2E)-3-[4-( [3-methyl-4-{ (6-methyl-3- 

pyridinyl)oxy]phenylJ amino] -6-quinazolinyl) -2-propenyl]-, (2S)- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 383434-12-6 CAPLUS 

CN Cyclopropanecarboxamide, 1-amino-N- [ (2E) -3- [4- [ [3-methyl-4- [ (6-raethyl-3- 
pyridinyl) oxy] phenyl] amino) -6-quinazolinyl) -2-propenyll- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-13-7 CAPLUS 

CN Propanamide, 2-amino-2-raethyl-N-{ (2E)-3-[4-[ [3-raethyl-4-{ (6-raethyl-3- 
pyridinyl) oxy] phenyl) ami no] -6-quinazolinyl] -2-propenyl)- (9CI) (CA II 
NAME) 

Double bond geometry as shown. 
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RN 383434-14-8 CAPLUS 

CN 2-Pyrrolidinecarboxamide, N-( (2E) -3- [4- [ [3-methyl-4-[ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -5-oxo-. (2R) - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




RN 383434-15-9 CAPLUS 

CN Propanamide, 2-araino-N- [ (2E) -3- [4- ( [3-methyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, (2R) - 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 





RN 383434-17-1 CAPLUS 

CN Propanamide, 2-amino-N- [ (2E) -3- [4- [ [3-raethyl-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] -, (2S) - 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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RN 383434-18-2 CAPLUS 

CN 5-Isoxazolecarboxaraide. N- ( (2E) -3-{4- [ [3-chloro-4- t ^-methyl-S- 
py ridinyl) oxy] phenyl] amino) -6-quinazolinyl] -2-propenyl] - (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



RN 383434-20-6 CAPLUS 

CN 2-Pyridinecarboxamide, N-[ (2E) -3- [4- [ (3-chloro-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl} amino] -6-quinazolinyl) -2-propenyl] - (9CI) 
NAME) 

Double bond geometry as shown. 





RN 383434-19-3 CAPLUS 

CN Urea, N*-[ (2E) -3-[4- [ [3-chloro-4- [ (6-methyl-3-pyridinyl) oxy] phenyl] amino] - 
6-quinazolinyl] -2-propenyl] -N,N-diethyl- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



RN 383434-23-9 CAPLUS 

CN Cyclopropanecarboxaraide, N-[ (22) -3-[4-[ [3-methyl-4-[ (6-raethyl-3- 

pyridinyl) oxy] phenyl] ami no] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 
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RN 383434-24-0 CAPLUS 

CN Acetamide, N- [ (2Z) -3-[4- [ [3-methyl-4- [ (6-raethyl-3- 

pyridinyi) oxy] phenyl) amino] -6-quinazolinyl] -2-propenyl] - (9CI ) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-25-1 CAPLUS 

CN Propanamide, 2-nethyl-N- [ <2Z> -3- [3-methyl-4- [ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



i-Pr N \= 
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RN 383434-30-8 CAPLUS 

CN Carbamic acid, [ (2E) -3-[4-[[3-methyl-4-[ (6-raethyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl] -, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



t-BuO. _,N. 




383434-31-9 CAPLUS 

2-Pyridinecarboxamide, 3-methyl-N- [3- [4-[ [3-methyl-4- [ <6-methyl-3- 
pyridinyl) oxy] phenyl] amino) -6-quinazolinyl) -2-propenyl]- (9CI) (CA 
NAME) 



Me 



C- NH— CH2- Cii = CH- 




RN 383434-32-0 CAPLUS 

CN Benzenesulfonamide. N-[ (2E) -3-[4-[ [3-chloro-4- [ (6-methyl-3- 

pyridinyl) oxy] phenyl] amino] -6-quinazolinyl] -2-propenyl) - (9CI ) 
NAME) 

Double bond geometry as shown. 
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RN 383434-36-4 CAPLUS 

CN Acetamide, 2-methoxy-N- [ (2E) -3-[4- [ [3-methyl-4-[ (2-methyl-S- 

pyrimidinyl) oxy] phenyl] and no) -6-quinazolinyl] -2-propenyl] - (9CI) (CA 
INDEX NAME) 

Double bond geometry as shown. 




Me 



RN 383434-44-4 CAPLUS 

CN Acetamide, N-{ (2E) -3-[4- [ [3-raethyl-4- (3-pyridinyloxy) phenyl] amino) -6- 
quinazolinyl J -2-propenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




He 



RN 383434-45-5 CAPLUS 

CN Acetamide, 2-raethoxy-N- [ (2E) -3- [4-[ [3-raethyl-4- (3- 

pyridiny loxy) phenyl] amino) -6-quinazolinyl]- 2-propenyl}- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 




RN 383434-46-6 CAPLUS 

CN Carbamic acid, [ (2E) -3- [4- [ (3-methyl-4- <3-pyridinyloxy)phenyl] amino) -6- . 
qui nazoUnyl] -2-propenyl]-, methyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 383434-47-7 CAPLUS 

CN Me thane sulfonamide, N-( (2E>-3-[4-[ [3-methyl-4- (3- 

pyridinyloxy) phenyl) amino] -6-quinazolinyl] -2-propenyl)- (9CI) (CA INDBt 
NAME) 

Double bond geometry as shown. 




RN 383434-48-8 CAPLUS 

CN Cyc lop ropanecarbox amide, N- [ (2E) -3- (4- [ (3-methyl-4- (3- 

pyridinyloxy) phenyl) amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX 
NAME) 

Double bond geometry as shown. 



V 
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RN 383434-49-9 CAPLUS 

CN 2-Pyridinecarboxamide, N-[ (2E) -3-(4- [ [3-methyl-4- (3- 

pyridinyloxy) phenyl] amino] -6-qui nazoUnyl] -2-propenyl] - 
NAME) 

Double bond geometry as shown. 



(9CI) (CA INDEX 




RN 383434-50-2 CAPLUS 

CN Urea, N-ethyl-N' - [ (2E) -3- [4-{ [3-methyl-4- (3-pyridinyloxy) phenyl) amino] -6- 
quinazolinyl] -2-propenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




IT 383434-53-57 383434-54-6P 383434-55-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) J PREP (Preparation); RA( 
(Reactant or reagent) 

(preparation of substituted 4-quinazolinamines for the treatment of 

abnormal 

cell growth) 
RN 383434-53-5 CAPLUS 

CN 4-Quinazolinamine, 6- (3-chloro-l-propenyl) -N- [3-raethyl-4- (3- 
pyridinyloxy) phenyl)- (9CI) (CA INDEX NAME) 
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RN 383434-54-6 CAPLUS 

CN Carbaraic acid, ( (2E) -3- [4- [ [3-chloro-4-[ (6-methyl-3- 

pyridinyl) oxy] phenylj aaino] -6-quinazolinyl) -2-propenyl] -, 
1,1 -dine thy lethyl ester (9CI) (CA INDEX NAME) 

Double bond geoaetry as shown. 




RN 383434-55-7 CAPLUS 

CN 4-Quinazolinamine, 6-[ (1Z) -3-amino-l-propenyl} -N- [ 3-methyl-4- [ (6-methyl-3- 
pyridinyl) oxy] phenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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yl] amine (II). Compds. I are inhibitors of protein tyrosine kinase. In 
an EGFR kinase activity assay, I had IC50 values in the range -of 0.0001-30 
nM. Inhibition of tumor growth was detd. in mice (on tumors induced by 
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study, unclassified) t SPN (Synthetic preparation)* THU (Therapeutic use) t 
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Or 




RN 206190-52-5 CAPLUS 

CN 4-Quinazolinamine, N- [ 3- (5-oxazolyl) phenyl] -6- [ 2- (4-pyridinyl) ethenyl] - 
(9CI) (CA INDEX NAME) 




0r° 




The title compds. I (Rl is selected from CF3, halo, N02, OH, NH2, cyano, 
(Cl-C4)alkoxy, etc* Ql is Ar-Y-X, where Ar is pyridyl, thiophenyl (i.e., 
thienyl) or pyrazinyl wherein Ar may have up to 3 substituents, X is C2 
alkene, C2 alkyne or absent and Y is (CH2)0-5 and wherein one or two of 
the CH2 groups may optionally and independently be replaced by either 0, 
S, S02, CO, NH or NMe* R5 is selected from CH2F, CHF2, CF3, halo, N02, OH, 
NH2, (C1-C4) alkyl, Ph, etc.; or two R5s together with the carbon atoms to 
which they are attached, form an imidazole, pyrrole or pyrazole; q is 0-3] 
and similarly substituted 4-quinazolones are prepared More than 40 examples 
are provided. For example, heating (lH-indol-5-yl) - (6-iodo-7- 
raethoxyquinazolin-4-yl) amine with 4-vinylpyridine, Pd acetate and NEt3 in 
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R7 




AB Title compds. (I) {wherein X - O, S, SO, S02, NH, or NR12; R12 - H or 

alkyl; R1-R4 - independently halo, CN, N02, alkylsulfanyl, N(OH)R13, or 
R15X1; R13 - H or alkyl; XI - a direct bond, O, CH2, OC(O), CO, C02, S, 
SO, S02, or (un) substituted NHCO, CONH, S02NH, NHS02, or NH; R15 - H or 

(un) substituted hydrocarbyl, heterocyclyl, or alkoxy; R5 - NHC02R9, 
NHCOR9, NHS02R9, COR9, C02R9, SOR9, S020R9, CONR10R11, SONR10R11, or 
S02NR10R11; R9-R11 - independently H or (un) substituted hydrocarbyl or 
heterocyclyl; or R10 and Rll together with the N to which they are 
attached - (un) substituted heterocyclyl; R6 - H or (un) substituted 
hydrocarbyl or heterocyclyl; R7 and R8 - independently H, halo, alkyl, 

(di) alkoxy (methyl), alkanoyl, CF3, CN, NHY2, alkenyl, alkynyl, or 

(un) substituted Ph, PhCH2, or heterocyclyl; or a salt, ester, or amide 
thereof) were prepared as aurora 2 kinase inhibitors for the treatment of 
proliferative diseases, such as cancer. For example, a 7-step sequence 
involving (1) alkylation of morpholine with l-bromo-3-chloropcopane (49* ), 

(2) addition of Et vanilla to to yield Et 3-methoxy-4- (3- 

morpholinopropoxy)benzoate (1001), (3) nitration (86%), (4) reduction to the 
amine using 101 Pd/C (100%) , (5) cycloaddn. with formamide to form the 
quinazoline(69%) , (6) chlorination to give 4-chloro-6-methoxy-7- (3- 
morpholinopropoxy)quinazoline (60%), and (7) amination with 
N-benzoyl-4-aminoaniline (58%) yielded IX. The latter inhibited the 
serine/threonine kinase activity of aurora 2 kinase by 50% at a 

concentration of 

0.0193 MM. In addition, II gave 50% inhibition of MCF-7 cell 
proliferation at 1.06 jiM and reduced BrdU incorporation into cellular 
DNA by 50% at 0.159-0.209 pM. 

IT 331775-47-4P 331775-4B-5P 331775-49-SP 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); RCT (Reactant) ; SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); RACT 
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(Reactant or reagent); USES (Uses) 

(prepn. of 4-substituted quinazoline aurora 2 kinase inhibitors for 
treatment of cancer and other proliferative diseases) 
RN 331775-47-4 CAPLUS 

CN 2-Propenoic acid, 3- {4- [ (4- (benzoylamino) phenyl] amino] -6-methoxy-7- 
quinazolinylj-, methyl ester, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 331775-48-S CAPLUS 

CN 2-Propenoic acid, 3- [4- [ [4- (benzoylamino) phenyl] amino] -6-methoxy-7- 
quinazolinyl]-, (2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 331775-49-6 CAPLUS 

CN Benzamide, N-[4-{ [7- (3-hydroxy-l-propenyl)-6-methoxy-4- 
quinazolinyl]amino] phenyl)- (9CI) (CA INDEX NAME) 
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O 



IT 331775-50-9P 331775-52-iP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 4-substituted quinazoline aurora 2 kinase inhibitors for 
treatment of cancer and other proliferative diseases) 
RN 331775-50-9 CAPLUS 

CN Benzamide, N-(4-[ [6-methoxy-7-{ (IE) -3-oxo-3- (1-piperidinyl) -1-propenyl] -4- 
quinazolinyl] amino] phenyl]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



O 




RN 331775-52-1 CAPLUS 

CN Benzamide, N-(4-[ [7-{ (IE) -3-[4-(2- (dimethyl ami no) ethyl] -1-piperazinyl] -3- 
oxo-l-propenyl] -6-methoxy-4-quinazolinyl] amino] phenyl]- (9CI) (CA INDEX 
NAME) 



Double bond geometry as shown. 
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AB The title compds. [I; X - CR1 and Y - N; or X - N and Y - CR1; X - CR1 and 
Y - CR2; X - CR2 and Y - CR1; Rl - Ar (CH2) pZCH2CH2S02R5 {wherein Ar - 
(un) substituted Ph, furan, thiophenc, etc. i 2 - O, S, NH, NR6; p - 1-4; R5 

- alkyl substituted by 5-10 raembered heterocyclic group, 3-10 membered 
carbocyclic group, etc.; R6 - alkyl, alkoxyalkyl, hydroxyalkyl, etc.); R2 

- H, halo, OH, etc.; R3 - pyridylme thoxy, benzyloxy, halo-, dihalo- and 
trihalobenzyloxy; R4 - H, halo, alkyl, etc.; with the proviso that when p 

- 1 and Z - NH, R5 cannot represent Me] which exhibit protein tyrosine 
kinase inhibition, in particular erbB family kinase inhibition, and useful 
in treating cancer and psoriasis, were prepared E.g., a multi-step 
synthesis of the anilinoquinazoline II was given. Biol, data (erbB-2, 
erbB-4, EGFr, and cell proliferation inhibition) for the compds. I were 
presented. 

IT 320337-22-2P 320337-23-3? 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of anilinoquinazolines as protein tyrosine kinase 
inhibitors) 

RN 320337-22-2 CAPLUS 

CN 4-Quinazolinamine, N- [3-chloro-4- [ (3-fluorophenyl) roe thoxy] phenyl] -6- (1- 
ethoxyethenyl) - (9CI) (CA INDEX NAME) 
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320337-23-3 CAPLUS 

4-Quinazolinamine, N-{3-chloro-4- (phenylme thoxy) phenyl] -6- (1- 
ethoxyethenyl) - (9CI) (CA INDEX NAME) 
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AB The title compds. [I; X - N, CH; A - (un) substituted fused 5-7 nembered 
ring optionally containing 1-4 heteroatoms selected from NR1, O, S(0)j 
(wherein j - 0-2); Rl, R2 - H, allcyl; R3 - (CRlR2)mR8 (m - 0-1; R8 - 
<CRlR2)taryl, (CR1R2) theterocyclyl; t - 0-5); Rl and R3 are taken together 
to form (un) substituted indol-l-yl, indolin-l-yl; R4 - 
(CRlR2)mC. tplbond.C(CRlR2) tR9 (m - 0-3; t - 0-5; R9 - a non-aromatic 
mono-cyclic ring, a fused or bridged bicyclic ring, etc.), C:NOR12 (R12 - 
H, allcyl, C02alkyl, etc.), X1R12 (XI - a divalent group derived from 
azetidine, oxetane or carbocyclic group), etc.) and their pharmaceutically 
acceptable salts, useful in treating abnormal cell growth in mammals, were 
prepared Thus, treatment of (3-nethyl-4-phenojcyphenyl) - (6-piperidin-3- 
ylethynylquinazolin-4-yl) amine with propionaldehyde in MeOH/H20 at pH - 5 
followed by addition of NaBH3CN afforded quinazoline II.HC1. Compds. I are 
effective at 1-35 rag /kg /day. 

IT 2871BB-71-0P 2871B8-77-6P 2871B8-7B-7P 
2871B6-79-8P 2B718B-90-3P 287190-31-2? 

287190- 32-3P 287190-33-4P 2B7191-46-2P 

287191- 48-4P 287191-84-8P 2B7192-65-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study)* PREP (Preparation); USES (Uses) 

(preparation of substituted bicyclic derivs. useful as anticancer agents) 
RN 287188-71-0 CAPLUS 

CN 2-Propen-l-ol, 3- [4- [ (4-phenoxyphenyl) amino] -6-quinazolinyl] -, (2E)- (9CI) 
(CA INDEX NAME) 

Double bond geometry as shown. 




RN 287188-77-6 CAPLUS 

CN 2-Propenamide, N-methyl-3- (4- { (4-phenoxyphenyl) amino] -6-quinazolinyl] - 
(9CI) (CA INDEX NAME) 



L4 ANSVER 17 OF 18 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




OPS 



RN 287188-78-7 CAPLUS 

CN 2-Propen-l-ol, 3- (4- { [4- (phenylmethyl) phenyl] amino] -6-quinazolinyl] -, 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 287188-79-8 CAPLUS 

CN Benzamide, N, N-diethyl-3- [ [ 6- ( (IE) -3-hydroxy-l-propenyl] -4- 
quinazolinyl] amino]- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




RN 287188-90-3 CAPLUS 

CN 2-Propen-l-ol, 3- 14- [ [4- (phenylmethoxy) phenyl] amino) -6-quinazolinyl] -. 
(2E)- (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 
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RN 287190-31-2 CAPLUS 

CN 3-Azabicyclo(3.1.0]hexane-6-methanol, «- (2- [4- [ (3-raethoxy-4- 
phenoxyphenyl) amino] -6-quinazolinyl] ethenyl] -, 
(la,5«,6«)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 




RN 287190-32-3 CAPLUS 

CN 3-Azabicyclo[3.1.0]hexane-6-methanol, *-{2- [4-( (3-raethyl-4- 
phenoxyphenyl) amino] -6-quinazolinyl] ethenyl] -, 
(lo.5a.6a)- (9CI) (CA INDEX NAME) 

.Relative stereochemistry. 
Double bond geometry unknown. 
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RN 287190-33-4 CAPLUS 

CN 3-Azabicyclol3.1.0]hexane-6-methanol, a-[2-(4-[ (4- 
phenoxyphenyl) amino] -6-quinazolinyl] ethenyl] -, 
(la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 




RN 287191-46-2 CAPLUS 

CN 3-Azabicyclo[ 3.1. 0] hexan-6- amine, 3- [3- [4-( (3-methyl-4- 
phenoxyphenyl) amino] -6-quinazolinyl] -2-propenyl] -, 
(la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 




He 



RN 287191-48-4 CAPLUS 

CN 3-Azabicyclo[3.1.0]hexane-6-raethanol, 3-[3-[4-[ (3-raethyl-4- 
phenoxyphenyl) amino] -6-quinazolinyl] -2-propenyl] 
(la,Sa,6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 
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Me 



RN 2B7191-84-8 CAPLUS 

CN 3-Azabicyclo[3.1.D]hexan-6-amine, 3- [3- [4-{ (3-methoxy-4- 

phenoxyphenyl) amino] -6-quinazolinyl] -2-propenyl] -N,N-diraethyl-» 
(la, 5a, 6a)- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 




OHe 



RN 2B7192-65-8 CAPLUS 

CN 3-Azabicyclo[3.1.0] hexane-6-methanol, 3- [3-[4-[ (3-methyl-4- 

phenoxyphenyl) amino] -6-quinazolinyl] -2-propenyl]- (9CI) (CA INDEX NAME) 
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AB The title compds. I [Rl - CF3, halo, OH, etc. J Ql - ArYX* Ar - monocyclic 
or bicyclic aryl or heteroaryl ringi X - C2 alkene, C2 alkyne or absent* Y 
- (CH2)p, wherein one or two of the CH2 groups may be replaced by either 
O, S, S02, CO, NH or NMe» Z - NR3R4* R3 - H; R4 - Q2, Ph substituted by 
R5q, or NR3R4 - II, wherein the dotted line represents an optional double 
bond! n ■ 1, 2i n ■ 0, 1, 2, 3> o ■ 0, 1, 2i p- 0-5* q - 0-3 integer] and 
their pharmaceutical^ acceptable salts are prepared Thus, heating 
(lH-indol-5-yl)- (6-iodo-7-methoxyquinazolin-4-yl) amine with 
4-vinylpyridine, Pd acetate and NEt3 in MeCN gave (lH-indol-5-yl) - [7- 
raethoxy-6- (2-pyridin-4-yl-vinyl)quinazolin-4-yl] amine. 

IT 206190-50-3? 20«190-52-5P 

RL: BAG (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified)* SPN (Synthetic preparation); THU {Therapeutic use); 
BIOL (Biological study)* PREP (Preparation)* USES (Uses) 

(aminoquinazoline derivs. for treatment of hyperproliferative diseases) 

RN 206190-50-3 CAPLUS 

CN 4-Quinazolinamine, N- (3-ethynylphenyl) -6- [2- (4-pyridinyl) ethenyl] - (9CI) 
(CA INDEX NAME) 
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RN 206190-52-5 CAPLUS 

CN 4-Quinazolinamine, N-[3- (S-oaazolyl) phenyl] -6- [2- (4-pyridinyl) ethenyl] - 
(9CI) <CA INDEX NAME) 
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